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(54) BENZOTHIAZOUNE DERIVATIVE HAVING PHENOXYALKYLAMINE SIDE CHAIN 

(57)Abstract 

NEW MATERIALThe compound of formula I (R1 is H, 
lower alkyl, lower alkoxy, hydroxyl, halogen, cyano, nitro, 
etc.; R2 is lower alkanoyl, lower alkylcarbamoyl, 
phenylcarbamoyl, etc,; R3 is H, hydroxyl, lower alkyl, 
lower alkoxy nitro, etc,; R4 is H, lower alkyl or 3W6C 
cycloalkyl; R5 is H, lower alkyl, lower alkoxy, lower 
alkylenedioxy, etc,; A and B and 1W6C lower alkylene). 
EXAMPLE: 3-Acetyl-2-{5-methoxy-2-[3-[N-methyl-N- 
[2-[(3, 4, 5-trimethoxy)pheno xy]ethyl]amino]propoxy] « 
phenyljbenzothiazoline. 

USE: Useful as a remedy for circulatory diseases such 
as hypertension, thrombosis, arrgythmia, etc. 
PREPARATION: The compound of formula I can be 
produced e.g. by reacting the compound of formula II 
with the amine of formula III. 




■■ ■• .■ • 



|] 



LEGAL STATUS 

[Date of request for examination] 

[Date of sending the examiners decision of 
rejection] 

[Kind of final disposal of application other than 
the examiner s decision of rejection or 



http://www1 9 jpdl.ncipi.go jp/PA1 /result/detail/main/wAAAc4a4HCDA362221 680... 2006/1 2/1 5 



®B*@!$ffJT(JP) 

m # m-tem ca) 



© » ff & 



3* 



©Int. CI. 4 

C 07 D 277/66 
417/12 
// A 61 K 31/425 



(C 07 D 417/12 
277:00 
317:00) 

(C 07 D 417/12 
277.00 
319:00) 



AB N 
ABR 
AB S 
ACB 
ADD 



0S62-22168O 

©'AM PS?062^(1987)9 ^29B 



7330- 4 C 
6761 -4C 



7822- 4 C 



7822- 4C «Sf* 5fcSg# 2 (t7I) 

©*$ m PB61- 63190 



©Hi m 0261(1986)3^190 





IB 
















IE 




W 




f"f life 


m — 


©as 


P 


A 






©ft 




A 







^sism ffi^E^sm^^r i - i **& 4 - sm 

*(5mmSI/ 1 IET ff ffi 3 T S 9 § 1 



m m s 

J. % «8 <D :£ 

7 x. y ^ \S ~T A* A* T K X 

2. #£FSfi * o ®a 



5: *T -T h -< f 




N 




0-A-N' 



R 4 

B-0 




C ^ . R l * £ lii ^ « Sj55Tvw*^s. (6 

j^T>^=T * ->'S> t k o * *s s * ^ n y ^ s 

R 2 H(6i» » / *f ^5, {£ T w =* # 

R 3 frlzk Hi ^ . t K a * ^ S . fijKT yu* 



y & + ir X. 

R 4 ttTk * 
c 6 ) y ? ° 

R 5 tt* 3R 

T # S <i 

(2) # *p n * 



O f (£*fc"7'*'3» ^ * * v m b 
a* * *■ ^ S * K K b + '/ S , - h 

BttPl-^Xttltot i — era 

© as a i ^fficto-ic'&^-i /twt 



A* 



3. ^^o^^Jtia^ 
r -b © #i fa J 

$6 98 <t rtt v *s 9 ^ ^ 0t f£ II ^ ifo 'h ^ 

r S£ 3fe © # ffi * V&i W & M &: I, X 0 <!: *f & M 

HI /SL J 



— 551 — 



«?Oi5£(C«^iara5 8 - 4 6 0 7 9 . #59 
B 5 9 - 6 7'2 7 6 t X B 6 0 - 1 39 

6 7 9^#$>&o CftbttttAO^^/f T/ij 

« %s ^ 4? «: — iK^rn -r*^)5iT--5,3twt^fti 

VLft m Z *i T 2> 5: JE. ^ ffi L/fco & sms -a- 

h C £ VC Z> o 

x & tf: — «: CI] -v&fr-sn&it&tofrxv 



£fc O S i^to 

A X CF B tt|^-^XH*40t 1 — 6 m<D $t 

Do D 

jK7^*^i ( »:H^fA5, .x ^ & ^ r o ^ a- 

7^ * a-5 5: ^ ^ ^ y ^ m ^ t ft -7 -s x ^ ia 

x h + '/g, 7* o ;K * X S ^ ^ t f ^ ^ * 
•vffi^O J — 6iO^J(5ig?-5:^t 47 

* o y a- ffi 3£ © ^ o y^/K^-Ctt^-Sn^I ~ 

T n y^^*-yitfi7-bfA't*v'5 % ^ 

1 - eiaOj^JRE^SrttiTA^?? / *f a, * * v 
I 5" ^ L , c c 3 ~C 6 ) y?a-rju*ji,&£ft<y? 

a y' a tiA'S, y 2 D-s^-y^g^O 3 — 6 <B O 



*H!3B3 62-221680 (2) 



*p , R 1 M 7k JR x {£ft-rA**A*g % <g 



c a; * , r 1 


ttTJc JK 


IK ^ x fiSi 7 A* A* 


m . (g is r 


A* 3 * S 


x * K 


a * 25 » o 0* x 


IS\ i ^ 




S & % — h 




'>o£»,/{g|ftTA** 


A- 3£ 










iX 4 1 




n St o as 


% *f 


o 






R* Hift & 






^ A- 77 


* 

A* 




7 ^ — 


A*j0A"<*-f a- as X 


tt-y ^ 




A* ?fc — A* 35 




o 






R 3 fct* 35 






T A* * 


a* 








x ® ^ ±^ j: 


fift T A. 




* * * * t> 




1 fiS 


XttttftO 


St $ 


•to 






K*«7JC* 


m * . 


fi»7A + A«t 7t 


Wt ( C, -Q. ) 


is # a T a* 


4* a- s 








R 5 Jl7lC * 


JEC ^F. 


<E»Ta**a*3S % 


IS T A, 






T A- * 




» 7 A* 


77 y 


< A* 


»^ * 


v ° * y -ha 




T y 


& * EC ^ * 






U ^ 


{£ ^ 


T A* V 




•y S i tt > u v .i? 


* *■ y 




^ ^- >- V? 


* * f 


5^0 2 AO ft ft ig 


* <0 M 


K J 


~ 6 {B O ^ 


35 iK 










. {£» 


7^3J/>f^Sitt 


7 t f 


A* 


r a f ^ 


A- S ^ 


— y A-2g^?0 


1 — 6 




# * m 


m t h 




■r o 




* 36 3i -ft 


& to K 




X o t 




T <2> * rf* *C 










1) — jKsS 






— «: ^: 


ClflD 


-C 3c fc> <5 


n & t 









R* 

CDD CffiD 

A^^ + '/St^fo felTPl Co ] 

2) — jk 5C C!7D r^i?5n^^^^ i — «: CVD 



CIVD m 

3) — & C\ID T 3t *> 3 n & ft to £ — « 5£ CYD 

R 

CM CYID 

4) — IK s£ -C^fc^it&ft'frfci £ — « CDCD 

HID CDCD 
±Et^ trt:RStt, ifi ^ tft S f*T T fr * 

x ) 9 J* * & tt 9 'J 9 % & h y * ^ . * * -ft 

^-h f ; *• y ? jl -r a, zi ? — t ^ h'jx.?- 

IB X tt ft 0 tt 0- H* *ft j£ -f * 0 

* 96 W <t * * tt A * tt It * * « flr IB « 72 * *s <> 

± m&ift m * m »i£. jfiL&s* ^sai**? 

^&WiZ&%n<DK&mt L "C 3 - T -te ^ a. - 2 
- C 5 - > h * - 2 - C 3-CN— ^^a--N 
-C 2-f ( 3 . 4 . 5 - h V > h * f ) 7 jl y * 

* t y y y *s < .fet t . * % 9) ft * 

^ A tl8f o ) . — 2 — C5 — >h 

+ f - 2 - C 4 - C N - > ^ ^ - N - C 2 - C C 

3.4.5 — h y > h * C ) 7 il S * 2 7- As 1 

7 $ s lyh^yl?*. — 2 *< f *s r T *S V is 

3— T-fc*-A-~2 — C 5 — > h ^ _ 2 — C 3 — 
CN-/^^-N-C 2 - C C 

* * ) ^.xy D^c^aOt * y ^ 7 a 

y 3 7 x ^ a< 3 -< x :/ ■?* t y y x 7 ^ ( 



*$B3B3 62-221680 (3) 

* 7 e ^ ^ H* y s> x „ N . N — «A > ^ a, 7 - i) ^ 

<Dtemxn*imm&&*irTbiiz> 0 x . _t e « j& 
ft wt# K:«0ffitt * < % tt * © « m . s^j^^o 

»Ct4Ci^TS4 0 ttO <fc L ffi . fit 

ttffl. V x BE * ?L*tt. -» f *f >> K tt « 7 "7 a- 

tttt^ i' * * tt tt . >^>^^A.^^ttJ£ % ^<^ h 
/ibtt^f n<> *: $g 91 CC & ^ <* £ 0 

*«rc<t*tottfia-C4,#an-T4>&^i-&e: 

£ £ Zo Ltll, tt JH . zr 7* -b ;u % J® 

fit- tt ffl « 3* **K SE**flJ4?tf2£>^e>*L* 0 & ^ fi 

1 ~ 5 ,0 0 0 H ( tt) 0 — 1 . 0 0 0 ^^ ) 

T . ^56 SHft^StoCitt^o ) ^^3-7* 
- 2 - C 2-C3-CN-C 2 - C. ( 2 . 6 - 

y ✓ r y y x tt fSL c ^ t . ^ ft ^ 

c m m k tt d 

Krcbi jRi j»/tLftgS^IC 3 2 t r j»m L 

A.^A.^'yhi&Bi&^cm&i,. s*<D&tm#x.*; 

Bfe^KrebB ftfCfiifio tt^CaCl 2 gS^DBijK: 
5 ^ IBI «|*<t ^ tt> -r BV A S L . CaCI z C 3 X ] 0^M) 

tL7tiR«o5 o *«i«it ic 50 ) ^ ^ -r ^ ^ it -a- 
too a ffi ts t> l /t o 

^» jfca 



ft_g_Jg I C 50 CM3 

^ IS 9* ft: to A 1.9 X 1 0~ 7 

# B 2. 1 X l 0 ' 7 
C 1.7 X J 0* 6 

# D 5.0 XJO" 7 

T 5S » W J 
K » fl) 1 • 

3_-T-fe^^-2-C 5- / »• * f — 2 — C 4 
-CN->f ^-N-C2 - C ( 3.4. 5 - b V 

'/jTia^^^y/tT/'jy * BR © 

3-T-kf^-2-C2-l 4— ^o^7^h* 

_ 5 _ > k * -y 7 i s /u]^y/f 7/»J ^ 

( 2.0^)±^XD r ^gR»'>^^t 1 .2 9 ) © ^ > 

a, jfc vu A T $ V C 1 5 urf ) g > N — / 

— N — C 2. — C C 3,4.5 - M > 7* 
/ * '/ ] i f a, ] T ^ y ( 1.3?) 4r»n^6 0 "C 

-c3Bswmif:r*c, R *c « * tK c ioo ) 

n. . tft«it ^ ( ]50o£)-ctttt'?'&o * ttt /» 

3-T-fe^/u-2-C5-> ^ * -y - 2 - f 
3 _C N ->^^-N-C 3 - C C3,4-y f 
1/ y * * '/ ) r^-Z^sO^o t> ] T ; ^ ] 
/b# + '/] 7ia *Cy / t T / 9 V ^ 

I R : ] 6 6 2 , 1478. 1456, 1217. 

1183,1033, 806 
3 — 7 -fe t/u - 2 — C 5— ^oa— 2 — C4 
-CN-^^A'-N-C 2-C ( 2 . 3 . 4 - b 

h *-y ] 7 - a, 1 ~< */ r -r *S y ^ m BR *S 

I R : 1 6 5 5, 1480, 1450, 1220, 

1179.1033, 806 
3— 7\ -k a- — 2 — C 4 — C 3 — C N — * 
— N — C 2-C t 4 — / h * V > 7xy^-y] 
x f a- ] 7 /]7'B**'/]7i->3'<y 

y ^- r y u ^ v' ^ ? is 

IR:i 6 6 0 , 1 4 9 2, ) 4 5 9, 1 2 0 5 , 
1 0 9 4,7 4 6 

— 2-C 2 — C 4 — C N — C 2 



8B3BB62-221G80 (4) 

HIT. if V V ? 1» 9 * ™ ** h-Cfl!«-r^o # fe 

^ / - ^iSRtDiil> «f ItJt tlF^L t« 

-fr 2. 3 7 ( JR* 7 3 * ) 
ft A 1 6 8 ~ 1 69t( ^*y-A--g*&:*^AO 

IR(KBr,«* 1 , fclTHDo >: 1653. 

1592. 1492. 1458, 1417, 1376. 
1276,1222. 1206. 1 1 54. 1122, 
1 0 3 5 . 1 0 0 2 

3— T-fe^-^ — 6 — ? ° o — 2 — C 5 — ^ h 
♦ C 3 - CN->*-a*-N-C 2-C 

(3,4- > twx ) 7 x >/ * y ] i f 

7/ijy fflStt 

I R : 1 6 5 9 , 1482. 1457. 1204. 
1181. 1031, 805 

-C (2-7^^0 ) 7X ] Xf ^] - 

N-/f^7 5/ ]7'h*-y]-5- / V * 
7 3L - a, 2 — 6 - ^ t^^y / f 7/IJ V 

Rift 

IB: 1 6 5 7, 1458, 1420, 1265, 
1113,752 

3-7-te*-A*— 2— C2—C 4 - C N - C 2 
— C (3,4-xfi/y-y^ + y ) ? S + y ] 
if^]-N->fA'7 5 y} 7* h ^ D — 5 
->f^-y7x-A'3'<> f /t7/>jy 7 
^ K J£ 

I R : 1 6 5 9 , 1498, 1458. 1235, 
1 1 5 3,7 4 8 

W 2. 

2 — C 5 — > b * ^ — 2 — C 3 
-CN-y^^-N-C 2-C C 3 . 4 . 5 — ► 'J 

©« j£ 

SO^rfcKfC^-h'i^^C 0.08 ? ) © *R 7»C 



/^a,*/uaTS K < 5 arf ) IB JB « K . 3 - T«t 
^ — 2 - C 2 — fc-Ko+f— S— / h ^ 7 x 

— a, ) -Jy / f 7/ijy( 1.0 7 )0*87fc 

* a, a T * K( 1 Orf)»«t«ffU#b«T 
/» T *5 7 J 5»fl«tfttio COSJ&fRK 
3-CN->t^-K-C 2-C ( 3 . 4 . 5 — h 

t-^u^o y K ( 1.2? )0*RtJC* > /*-A'*A'^T 

*S 7 5 o tt 2i^(»jft^t^o ££«**( 

1 0 0 m£ ) KAiX. feJtT*J6#M £ R « K » f* L 
SE1U^).5^ ( 1R$ 6 7 * ) fr*3£ 0 

JW^J 7 0 — 1 70.5t( /SS-A'-Stm^f- 

a- ) 

IR: ] 66), } 592. 1493, 1461, 1417, 
1378, 1276, 1226.1 206, 1154, 
1123, ) 037. 999 

. 3-T-t^A.-2-C2-C3-CN-C2 

- U - / ju T $ y ^ ^h*-xD-5~> h * 
•X 7 x - ^ ] - 5 — - h □ K y / t7/ 'J V 
J» BE J£ 

IR: ) 6 5 6, 1491. 1 461, 1 3 8 1., 
1 2 7 5 , 1 0 9 7 
n Jtt * 3 . 

3— THt^-A* — 2— C 2 — C 3 - C N — V ? ° 
^ * /u — N — C 2 — C (3,4 - > W X * 
^xy+VDx^^DT*-/} 7" n + f D 
_ 5 — ^ h * 7 :n j=> a- } ^ ^ / t 7 / 'J ^ 

ax is o si & 

3-T-t^^-2-C 5 - > h*^-2-C3 

— C N — C 2-C 13,4-/ 4>* + y ) ^ 

x / * y ] i t ^ 3 7 $ y 37- o *k so 7 - 

3 * *s + -r -s v * t 2.o/)^xy r ^ar?y 

£ a ( 0.53 9 )<£>*;> >*"A'**'AT S K( 1 5 
nf)SIKrc» ^^ a ^*^^7 , D £ KC 0.69?) 

ijo^sotrs^raijKfft^o *s ?k * 7k ( 
1 0 0 me ) ka^. j^T5?^^i t m mvc & ^ 

■ Bft**).4 ^ l iR^5 756 ) 2> o 



fcfSHB 62-221680 (5) 

- C (2,6 - / h * V ) 7 1 y + v ] 1 f-n, 3 
-N-/f^7;W]7 , PiK*'/3-5- > h 
*^7i=^]^y/f7 / y v JfieRJS 

IBM 6 5 6 , 1492, 1456, 1398, 

1233. 1205, 1022, 804 
3-7tt^-6-;oo-2-C 5 — / h 

* V - 2 - C 3-CN->^a,-N-C 2 — C 
(3,4,5 — h V / h * ) 17 x y * sO x 

I R : 1 6 5 8. 1507. 1458,1385, 

12 6 7. 1117 

3-7*r^-2-C 4 - C 3 — C N — > 

a^-N-C 2-C (3,4- /f l/yy*+y ) 

7 x y * ^ 3 x aO t s y i y □ + ] 7 

xs^ ] / f 7/ij y *>" ^- 7 ft? Jfi 

I R : 1 6 6 3 , 1492. 1459,1375, 
1 2 7 3,1 0 9 4 

2— C 2 - C 4 — C N — C 2 

— C (3.4—4*/ b + C ) 7x/ + -y]xf^] 

IR:) 6 6 3 , 1493. 1461. 1370. 1280. 
10 9 8 

3-T-fc*-A--2— C 2-C 3 — C N — f ^ 
n 7* o e^-N-C 2-C (3.4— /^-t^^^ 

* y ) 7x;+i')xf^37 £ y 3 7* n 

* -y 3 — 5 — > |«t -X 7 x - ^ ] y / f 7 / 

I R : 1 6 6 5 . 1 4 9 1 . 1464. 1379, 
1 2 6 7. 1 0 9 4 

3-T-fe^vu— 2 — C 2 — C 4 — C N — f 9 
x* 7 * tf — N — C 2-C ( 3.4.5-h 9 > 
h y ) 7xy*-/]xf^]7 S y 3 7* a 

* y D — 5 — > h *s — ~y ~s *f- ~T *S 

y x js at t£ 

I R : 1 6 6 3 , 1498. 1458. 1380, 
12 3 5, 1121 
51*6 #1 4. 

3 _T-fc^A^-2-C 5- / h * *y — 2 — C 3 



-f N-^f^-N - C 2-C C 3 , 4 - > ^ V ^ 

& it *• v ) 7xy**0^**AOT$y;)7'otf 

© & it 

3-T-fc^A*-2-C 5 — >h*V-2-C 3 

- ( / T * T i S ) /Brff+'/^TXi^D^V 

y^ryy^c 1.2 »iifm *t*Ttv 

C 0.3 9 9 >©*•.*./— a- ( 1 0«*)f£iR*C2 — 
C (3,4— + ]if 

an^act-r^o s jd « * « be m m u . as*act 

SE^^tt 1.3 f ( IK * 6 2*).fc*£o 
8 9 ~ 9 1 *C C gfe 8* x ^ a* ) 
IR : ) 6 6 0 . 1463. 1 3 7 5 , 1271. 1236. 
1 203. 1 182. 1032.979.922, 
798. 746. 640 

3-T-fc*-^— 2 — C 5 — > h * V — 2 — C 

3--r-te*-A--6 — y h «*■ ^ — 2-C 5 — ^ 
h * 4> - 2 - C 3— C N — > a- — N-C 2 — 

v mm 

I R : 1 6 6 3 , 1492.1454, 1378, 
1233,1118.1027 

3fc$69MC'fi , -*f©ft*0!l£ L *C3 — T -fe A - 2 

- C 5 - ^ h * -X — 2 — C 3-CN->^a-N 

- C 2 - C ( 3.4.5- K«J J*** f 

y/t7 / 'J x ^^-^eRfflCJ^T. 3= 36 9Ht 

1) © fl] 

2* 56 0Mt to A 1 0 *P 

gfit^B-^ 4 8 

9L ff 3 5 

—556 



^IB!ea62-221G80 (6) 

4-CN-^^A-N-C 2-C C 3 . 4 - > ^ 

u y & * * f ) 7xy*v:):t*-AOT $ -O 

^h^sO^jc^AO^^v^-Tr/yx mBR 

Jfl • — *0 

ft* £t 9 5 ~ 1 0 Ot ( 9!R xf ^ ) 
IR: 1 6 5 5, 1457. 1378, 1269. 
118 2, 1022 
. 3— T-te*-*' — 2 — C 5 — y h * y — 2 - C 
3-CN— y^^-N-C 2-C C 4 — - h a ) 
7 X^^-X^^^a} x D 7* b rt? * ) 7 

xs^3-iy / t7/'J x Jfi R St 

I R : 1 6 5 8, 1458, 1380, 12 3 5, 

112 1, 10 3 7 
3— T-fc*-A-2— C 2 — C 3 — C N - C 2 
— C (3,4-1^1/^^**'/) 7 x y * -X 3 
xf ^ ] - N- / f ^7 i' X3 7'ojK*-;0 — 

5 — y h^x^x^AO^^^^Ti/yx 7 
a- St Jfl 

IR: ] 6 6 0, 1499. 1459, 1381, 
1235, 1122. 1026 

10 0** 

2) 2f 7* -fe a* m 



*: 5B 9Mt -fr to A 5 «y 

xf 7,'jyRT/^i'^ 3«y 

ft. « 1 4 2 *S> 

1 5 0 «P 



9Mt <fr to A <hft.«0 ift-fr it: * 3C * Z> m K 
X !> . :*3fc*Mt<a-to<D0tfl>:2fc7>:i 0 «F / » ^ «fe 
>^ . 3 0 / » / t >w s 5 0 /-t^, 
1 0 0 ■?/»/*A'OW7*t/ufli|tS«! trt: 0 

56 9Mt -fr to A . fl.tt^XCf-W'f^af^ 
/ / i fi^ U t y a * y y o e' yi/ t □ - ^ 

-Loy^y-A-sftc^M^^tu-rffl^. -ft 



2£ S5 W it & *to A 

& © 

'<i^>f *s -a y 7 y 

t Ko * o tiA^-fe^n — ^ — L 



5 0 
5 5"? 
2 0 «P 
4 

a ft 



1 3 0 ■* 

^ HI < iS A £ : -f K ? * h R L ft Cf *T ffl 

ft O 



tH y ^ s. n, t" b u K v K - 3 0 
h J 7 Ht f y 



4 6 . 5 

7 n 

1 5 
J .5 



#18(6362-221680 (7) 



ft ma ft jii at j& 



] 0 0 



—557 — 



